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(54) BSHofcs*] TU-^h^tHotJUJ^II** 
(57) [£ffi] 

[fill] 



[ft 2] 



X 3 



[it*3S i ] a; 

[flu] 



[ft 2] 



BE -V N ^x3 v N ^£ x3 



H><K 



— (^N X 1 



n 

°=<> 



X 1 



x^ 



[0 0 0 1] 

r/vyw-v—S, A«-*yy^fi, 

^Corticotropin Releasing Factor (CRF) J^RI^L 
[0 0 0 2] 

[t£*»Kff] CRFtt4 1i075/liS»6*5*/l' 
(Science, 213, 1394-1397, 1981; J. Neuro 
sci. , 7, 88-100, 1987) , X h W^(^*f-f"5^SJtS 
cO^ft^SfiJ^fcLTV^S^ t^^^ttTV^S (Ce 
11. Mol. Neurobiol., 14, 579-588, 1994; Endocrino 
1..132, 723-728, 1994; Neuroendocrinol. 61, 445-45 



2,1995). CRFttffi*TSB-TSfr-BW3RS:^L'-C 

(in CorticotropinReleasing Factor: Basic and Clin 
ical Studies of aNeuropeptide, pp 29-52, 1990) , 
m tL tt\ T»*7yf SOTS y y h K C R F frff 
^ftis-^-f (Pharmacol. Re 

v., 43, 425-473, 1991; Brain Res. Rev., 15,71-100, 

1990) asfBjfiSJtS. 

[0003] CRF#|^. Lfc$?,ftf4 199 1^ Owens 
Xt>* Nemeroff <T)WA (Pharmacol. Rev. , 43, 425-47 

4, 1991) fcStfc&ft-r^S. -f-fcfrfc, ^ 
ftiftilTA^A,, ffiffi*. Bft&iL, Jr«m iSS&fMBfc 

tCRFiJSil-^L-CVSrt tm^ 3 fit 5 (Brain 
Res. 545, 339-342, 1991; Ann. Neurol. 31, 48-498, 
1992; Dev. Brain Res. 91, 245-251, 1996; Brain Re 
s. 744, 166-170,1997) „ LfciSot, CRFS*#S 

[0 0 0 4] 



-2- 



^ywnmm. mimm, mski±, mimm&, mm 
ikftm, x/vfr/v, m®m. mAsk, smm. mmw- 

zti&m&^mmxte^mmi^mft c r Fffii*- 

[0 0 0 5] 



[0 0 0 6] *iPJ!Ji, Tfasc [ 1 ] 
[ft 3] 

3 2 

4<£TAj-Z [1] 

SXii7y;H^L, ZiiTfBS; [2] - [11] 
[ft 4] 




OeW, R 1 , R 2 SO ? R 3 (4[Rl-Xf*^*oT7K*^ 
3*i,5:E-cab5o 

[0007] JfimWKis^x, A r »B^iBi44{ix 

»1~5©T/V^/VS, M»*1~5«T/V^^^S, 

x=;H, 2-^pp7x=/H, 3-^pp7x=/V 
3£ N 4-?pp7i=;vS, 2-7p ; t7i=;H 1 



^/vy^^/u^^ z-^^/vy^^/v^ A-^^;vy 

4 h^>'7is;H 1 3,4-^7^^-0 
7i=/H, 3, 5-^7/^0 71=^1, 2,4-v= 
7/VtP7a=;H, 3,4-v>^PP7x=;H, 3, 
5-^PP7i=/H, 3-h!J7^P^f^7i 

~/vmt£ a. i&mTA-^A-m t nMm^xi^m. 

m, sL^-A-m. 7°ntvvs, 4yy°nt°/vm, -f^^ 

6 t-7*7vv«, ^.y^/um, 4v-< 

>^,vmte if T-fe5„ ffiftT/Mhrt'T 5/lt {±E§m 
Xfi^lft«^®#<ig» 1 ~ 5 ©T/V^/V^W 1 MXli 2 

7 5 7S, v? y 9vVT 5 7 if/V7 5 7l, v^f" 



-3- 



l~5©T/V=3^v'*Sr^L, $lxJ4"y b^rv-S, ^ b 

i - 5 ©r^^^s*^ u m 

[0 0 0 8] 



T»s^S: 1 - 3 iz^-tumiz ioTKit-rs n t as-? 
£5 («T®S)SS:^, Ar, Z, R 1 , R 2 , R 3 , 
X 1 , X 2 , X^iitfJlBtlBjC-Cfc^ R 4 S0R 5 (i^- 

141, 3-:/nlf U-Vv^^v'gSr^U R 4 0tR 5 0 
<D%^n&MZ4tiLXi*5titi<Df5l— X 4 

[0009] i-*fc>*>, TISKJSS: 1 t^-f i 5 ic, * 

aS9Hb£fc-e*>5BNM*: (3) !44-Xte5-Ty-^ 
-1, 2, 3, 6-xb7t Kpfy^yf» (1) & 
An^yfk^fB@l# (2) tfiS©«TXB# 

Ut 5] 



RJSsCi 

(1) 

[0010] T-ii* t ft, b y a^/wr 5 
>\ y 7°n tVVJ.f-;WT 5 V, fcf y J?V#CDT 5 >- 

a, k*^- b v v a, mm y 9 a, b y 9 

A, A, MfttHJDA, *#fW-b 

y 7" b y ?^y b^riM k, b y 

pAahdMH' *y<7A tert-T' b K«0> 
7/w=7-MSU thJ?AT5K, Vf-^^MVf 
ntVvr? KfoA17 5 K«, y ^w^y? A;/ 



(2) ■ <TVz 

yvK f f7tKP75y, v^^rf-y, 1,2 

T5 MR, 7i?b~by/K *Xttiinb«)*ffiK*>6>a 
[0011] Sfc, #3893 (3) ttEtTfc***- 

KjsSS; 2 m i o r fc-g^-rs r t 5 0 

Ut 6] 



X s -Ar 

(7) 



■ sry 



X*£C v_v 
[0012] i-ftfc*,, 4f/^yyft^fp«li# <8> 

(2) tt^y^Vft^f* (4) OTtLT, f?- 

/vmmw- (5) ^tfrfB»x@At^i«(c-e-iS-r5, » 

^^-/vft*f* (5) ^^stt^s;^, »i:«yffir 
5x|iB^ioT-y-by-tl3ff* (6) s:#5 0 rrr-^ 

Pt>7/V3- /V, ai^^y^y =3— 7V^©T/W3— /V 
IS, ^X.i4*v?^=f/V^7 1 /K Th7tFP77y, 
^f-V, 1, 2-v?y h^Vai^^cD^-x/HS, 



L N-Z 

(3) 



IgD 

[0013] XSCtioV^r, ^rhy^jSf* 

(6) ^rv-^mmw- (7) t^sftn^e>#e>n5 



-4- 



Mv/^m (s) &#5 0 rrt^iitiift, 

^^MV-fn t>7 5 K^©#* y ^ y Aft£-^ 

h7tKP77^, v^f-iA 1, b^S^ 
^ >-#CO^-^r/VSI N =3ri^V, ^VifV, b/V 

[0 0 14] fc&fc, XSD(C*5V^T, TA^-^fPf 
# (8) SrlH^fefl=TJ8i*i-5^, XttT/va-A-fcig 

©IB* t Si, ^iStt^K tit, 0S x. y 9 J -vk ^ 

/t#©T/U3->MB, M£«^^^-tvI\ rf7 
tKn77^ mty< 1, 2-^ b^^ni^y 

MiiiTtFy, ^f/nf^hv 

b/l^^A-^yg?, y ^y^A^Vgg, h'j7Mc 
[0 0 15] JSttftifi, TA-a-A-ffiNMfc 

(s) (DTkmrnvx/isK-MmmfcxteT^Mmm 
xttr^3-/ns*# (s) w*ii**^oyvjs 

£>©?£tt#:f4, TOffiltLt, MzHfV^^- 
7VK 7F7tKP77>, v^f-y, 1, 2-i?y 

y, ^ri'I/y^OMfttil, #i)x.H^nn*,WA x s? 
^pb^ ^©/n n y yft*, X.iiN, N - v?y f 

xJ4* h U oi^vvt 5 y, y^n bVv-i^/vr 5 V, 

tr y 4 -v?y 3vvr 5 y tr y yyfor 5 >m 
01 h y ?a, mt* y ?a, ^®?tk»^ b y 



?a, ms§*»# y amt-r b y ?a, 

h y ? A^w&MIi&Jf , MiSt b y !)A7 5 k, y 

#lxjf y y y^/v^/v? is 7^ k, p - b/Kx^x/v 
*=L/t,* c 9-f F§©^/«=/^P7^ MB, 
7tfMP7-f K#co^r**/v#=/vyny-f b\ $| 

[0 0 16] L-T, ±gS'l4*^T-e®SS i: fct, 

77y i, 2-v^y hdfv-^^v^©^ 

Ik/kiSS, HiiWpp*M, s?^t3ny ^v^cd/n 
nyV'ftt), Mx.liN,N-^f/v*;VA7 5 K^© 

>\ ^yynf/vxf^^y, fy^y, 1,8- 

i?Tif fv-y o [5. 4. 0] - 7 - !7 Vrir ^©T 5 V 

iu b y ?a, ks?tj y ^ ( s^7k»-7- 

b y yA, ^m^mt y yA, Tk^ft-7- b y 

ft*- b y 9 A#©ii«^a. b y yAT? k, 

[0017] fc*s, t^y^yfl^ (4) i^nyy 

(2) *S^S*5XSA©f^*3t) 
ic, tf^y^y^ft ( 4 ) ©atJRJS^iw**]!^*: 

^^gmbT^n^W^xn^Sl^f* (2) bRfclS 
5, 

[ooi8] ttffloft&m (13) ttijjiTt^-rsjs 

lit 7] 



FT 



0) a 



R 1 



— {( N 



(12) 



[0 0 19] XSEtT, 4-XB5-7J-/U 

-1, 2, 3, 6-7h7t KPt°y i^V'SI^ (1) 

?y>i«* O) ts^$*rft^ti do) 



i f/Vrc^/VT $ V, b° y v?y^©T 5 > 



b y yA, y 7A, ks**^- h y yA, ^g?7k 
y yA. h y yA, tk^-t- h y yA#© 



-5- 



tSU, -7A7 K, -^MJ ^A^b^ 

iM K, iD^Ater t-r/b^lM Kf©7/Vn5 

5 Kf©^IT5 MB»-C*>5. *«tt»Kfcf±, ii 
ify * 7 —/V, ^ y — /K -f y 7°n t>7;V3-;K 

/V, fh7tKP77^ v 5 ^"^-^^, 1, 

r/Hg, -o-ifv, b/v^>^cD,K 
ft***, N, N-^f;^Mr? K*©T5 Fit 

[0 0 2 0]» 1 X@F{C*5V^T, ft^t) (1 0) t 

r= y ymmw (id *jss«j#stx»^#&t, 

7FffittafiK«fK:rSlSS*Tft-&* (12) £#3. i 
^f-A^T 5 fc° y -^y^cDT 5 mWtt b V V 

a, mm* y mm^m± b y ^a*** y 
b y *»ft-7- b y 

£. ^bU^y b=>MMb\ -7- by -7A^b*lM 
b\ A!)?Ater t-^b^lM K«©T/l'3?*-h 
I, th!)|>Ar5K, y f>)Av?/f y7"Dt>T5 K 

^y— /v, cnyy— /k ^fyynt>7/i/3-/K 
i^y^y 3— /v^cdt/v^— /HIS, r/v, 
7F7tKP77>-, S^-^f-V, 1, 
ai^V^roai— ■ r/HW, b/l^V, 

f©r? KSWSt-e*5o 

[0 0 2 1] X@G|C*5V^T, ft&m (12) 

xr^xtt**?* b y ^-^«*^>^i»=f*i hn 

R 2 R 3 T"^£*l3T5^il7>M#F>tl<3C 1 CONR 2 
R 3 £ftl^J (12) fOOS-f-SxK iSWi^TVg?* 

T, S (1 3) T?^Sti5*IS^[2'g**#5^i:!9SW 
1, 2-v>y b^>^* V#CD:t-7vHB, ^V-^V, 

^S(^cM^«hy^^T5>-, ^yynf 
,v^,vr % t° y *>^m<»T % mwt-t- b y <? 
a, y MSt*»-7-by &ife*s&#y 
^a^co*«^s, -7-b y 7A7? k, y^^A^y 

[0 0 2 2] 



HSM1 : 6-[4-(4-^P7x^)-l, 2,3, 
6-^b9t Kntlv'y-l — f/v]-2-yf;v- 
9-(2-y^/V^-4--1'y7 P nfcVV7^-/V)7 0 y 

6-ynn-2-y fvV- 9 - ( 2 - y fvv^- 4 - 
-f 7 7"p \£/Vy ^.=./V)-?y ^204mgt4-(4-y 
nD7i=*)- 1,2,3,6— rh7t Kcfyyyt 
mM.2 1 2mgklvM' 77'Pf;Hf/V75y4. 2m 

1 SrJp^., MMilTl B^WLfc, 

ms?**-t- h y cA*ssRK:ar, * » v^v^m 
u Mtam*m*mwtr b v VMcxnm^ mm 

A^pv^77^- (SWiffiK : 
/W=8 : 1~6 : 1) ttlfiL, SH^M^TS^ 
bbL, , 6-[4-(4-^t3t3 7i-/V)-l, 2, 3, 6 
-7h7t Knf!) v 5 ^- 1 --f/V]-2-ytf-/V-9 

- ( 2 - y fvW*- a-J yfu fcVvy i rvv) y° y >- 

2 3 5 m g £#fc 0 

[0 0 2 3] JifBftl^MWW F7tKpf!) v^fi 

ft&T, S [2] ~ [10] tr*fte1-5fflf3tSr*1-5ft 
^£±fB£P«i-4-«&7 i b?t Knt°yv?y±g^ 

^^«2-*9!C*i- 0 

[0 0 2 4] $jfe0!2 : 2 6 -[5 -(2 -y 
f/V7s=/V)- l,2,3,6-7h7t KPfcfUi?^- 
1 -^f A] - 9 - ( 2 - y f /Vft- 4 - ^ 7 7"P t>7 
i=;v)7"!) 

(1) N- t -y b^-v-77/v^-/V-3-^-^yb°-<y 
i^V 1 7 . 5 0 g ©X h7t KP77^90ml CD^ft 

o-7'n^Wnyi8.0 3gt?^y?A2. 

3 5 gH?h?t KB7?y90ml ^-T?ffML7cy 
y =^r-/^mco^«iC7K^TfiT Lfc„ liar- 1 B#ff 

»100ml Sr«T Ufcc ^ <DfcfcU-£m%MJ±Tm 

i-Tgfe^b, *zk»7- b y ^AidT^ftLfco ^«^J 

WpvF^77^ (SMU : ^fy-SS^f 
/U=5 : 1) KXm&U N-t-7^->W^ 

-3-t Kp^y- 3 -(2 -y f-/P73i=/v) t°^y v= 

> 9 . 6 8 g ^tffco 

(2) N- t -7* \-**ytuv-$.^jv- 3 - M Yu-^'y- 
3-(2-y^/V73:=/V)b°^y-^^5 9 Omg^l, 
A-'Jir^y0. 8 4ml|;«m mm.M8. 4ml 

zmr l, ^?a^- 1 3 ^rf 

(3) ^©ift6-ypp-2-yf/V-9-(2- 
yf;vft-4--fy7P^7x=;k)7!) ^2 0 0 



m g t *M y -fv \£/v^/VT 5 V 5 . 0 m 1 &Mx., 

m*m.m-f v y vMzr&m^tc 0 mm^mm. m 

J«&WEET**tU St^9#m?A?nTb^ 

(IM:^ty-S^f;V=8 : 1) 
i^T«»U ftfif/v— 3rfy[;tfflSML, 2 

-^^/V-6-[5-(2-^^/V7^=/V-)-l, 2, 3, 
6-fF7t Kntfy v ; V-l--f7^]-9-(2-/-^r■ 
/^5^-4-^y:/Pty^:7:^=,>^):/y >2 4 3mg 

[0025] jam&m&vK? y ^-7vw;3ywy° 

[2] ~ [5] [7] ~ [10] t;*f]S1-3«££ 

[0026] mmms ■. 1- (a- (a- (3-y^± 

uy^,=.;v) -l, 2, 3, 6-f F7tKot"5i?y 
-1 — f/V) -6-^./Vb°y 5v ; >'-2-^/V) -1 
- (4—4V7V£/l>-2-**f->V?-*) 7x^-3 



h y 1 4mgCl^fl/yfffi3ml 4 

- (4- (3-7/VtP7i=/V) -1, 2, 3, 6- 
7f7t Knt°y^V-l— T/V) -2- u-^yy 
Pt>-2-^f/Vft) 7x=/V75/-6-^f;V 
t°y 5> ? >-4 3 2mg y7"Pt>7?yO. 20 

ml©*{t*^V>18«5ml£«TU 10#IW«t# 
tg, 4 0%^^WT 5 1 . Oml*ITL s £ 

^tt^pMit**-?- h y 

waa^fift^-7-hy m!±rmmv± 0 m 

g^y*W7A^aYh^77^- (sn^tt: 

-~df-y-V-gt^aif-^=4 : 1) {CTWMU ^77" 
ntV^-x^-elgffBft^tTV^, 1- (4- (4- (3 
-y tvir-ay -1, 2, 3, 6-7h7t Kn 

try s^v- i ---c/p) -6-^f;vt"j5v ; >'-2--f 

;w) -1- (4--ry7 p i=tfcVv-2-^^v^) 7i 

3-^f;V7U72 40mg &#fc„ 
WS^-r 5 T $ V £ 3£ *. fc fitfr 14 ±12 t USS L 
rt#^^fcft^»«5ttfettx-^ £?5 1 0 tc^-r 0 

[0 0 2 7] 

[*1] 



- 1 0 



- (4-Cl-Ph) 

- (3-C 1-Ph) 

- (2-Me-Ph) 

- ( 4-F-Ph) 

- C4-C 1-Ph) 

4- Ph 
5- (4-F-Ph) 



Me 2-MeS 4-l-Pr 

Me 2-MeS 4-l-Pr 

Me 2-MeS 4-l-Pr 

Me 2-MeS 4-l-Pr 

Me 2-MeS 4-l-Pr 

Me 2-Br 4-i-Pr 

Me 2-Br 4-l-Pr 

Me 2-Br 4-l-Pr 

Me 2-MeS 4-i-Pr 



5- (2-Me-Ph) Me 2-MeS 4-l-Pr 



16 1.5-153.0 (Ac OE t ) 

1 6 7. 5-1 6 8. S (AcOE t) 

1 6 4.5-1 5 6.0 (AcOE t) 

1 5 4.5-1 5 6.0 (AcOE t ) 

18 1.5-182.5 (AcOE t) 

1 6 6. 5-1 6 7.0 (CHC I ,-Hex) 

1 5 9. 5-1 6 0. 0 (CHC I ,-Hex) 

1 3 5.0-1 3 5,5 (Ac OE [-He x) 

1 5 0.0-1 5 0.5 (AcOEt-Hex) 



: (*ltp0»ieiC-3Vvr) Com. No. = 

=mmmm. Hex^wv. 

: NMR (CDC 1 >) S (ppm) ; 1. 3 
(2H. m> , 2. 98 (1H, sept. 
H, m) , 6 . 19-6. 28 ( 1 H. m) 
7. 8 3 (1 H, 5) . 
FABMS m/z : 4 8 8 (M*+ 1) 



<t3*}##. Exp. No. =&&K.murzmSM*fi. Re cry. Sol. 

0 (6H, d, J =6. 8 Hz) . 2. 56 (3H, s), 2. 70-2. 83 

1 = 6. 8Hz) , 4. 5 0-4. 6 8 (2H, m) . 4. 8 3-4. 9 8 (2 
. 7. 2 0-7. 4 9 (7H. m) , 7. 61 (1H, d, J = 2. 0Hz) . 



-7- 



4-<3-F-Ph) Me Me 2-MeS 4-1-Pr H 155. 5-157.0 (AcOEt-Hex) 

4- (4-Cl-Ph) Me Me 2-MeS 4-i-Pr H 161.0-162.5 (AcOEt-Hex) 

5- (4-F-Ph) Me Me 2-MeS 4-1-Pr H 131.0-132.0 (AcOEt-Hex) 
5- (2-Me-Ph) Me Me 2-MeS 4-1-Pr H 163.5-164.5 (AcOEt-Hex) 

=1t&m*n. Exp. No. =-&s£efflV^*f£«##. Re cry. So 1. = 




3-01 1 4- (3-F-Ph) Me 2-Me S 4-1-Pr H 114.5-116.0 (AcOEt-Hex) 

3-02 1 4-(4-Cl-Ph) Me 2-Br 4- i -P r H 1 62.5-1 63.0 (CHC la-Hex) 

3-0 3 2 5- (2-Me-Ph) Me 2-Me S 4-i-Pr H 81,0- 82.5 (AcOEt-Hex) 

*1 : {*3+©«£K^iC) Com. No. = (cA*j#^„ Exp. No. -&tffcfflH*S&6S0!#*. Retry. So 1. 

= r?»ft*«L Hex =•%*•*>. 
[0 0 3 0] [^4] 




CC) (Recry. Sol.) 



4-01 1 4- (3-F-Ph) Me H Me 2-MeS 4-i-Pr H 162.0-163.0 (AcOEt) 

4-02 1 4- (4-Cl-Ph) Me H Me 2-Me 4-Me 6-Me 1 7 2.0-1 7 3.0 (IPE) 

4-03 1 4- (3-F-Ph) Me Me Me 2-MeS 4-i-Pr H 

4-04 1 4- (4-Cl-Ph) Me Me Me Z-MeS 4-i-Pr H 1 7 3.0-1 7 4.0 (AcOEt) 

2 -0 5 2 5- (2-Me-Ph) Me H Me 2-MeS 4-i-Pr H 119.5-120.5 (AcOEt-Hex) 

4-0 6 2 5- (2-Me-Ph) Me Me Me 2-MeS 4-i-Pr H 133. 0-1 34.0 (AcOEt-Hex) 

*1 : («4*©*fil^HT) Com. No. =*t£*##. Exp. No. ='&jKC«Hfc*M«##. Recry. Sol. = 

* 2 : NMR (CDC 1 j) d (ppm) ; 1. 3 2 (6H. d, J = 6. 9Hz). 2. 0 5 (3H. s) , 2. 3 2 (3H, s) . 
2. 42 (3H, s) , 2. S3 (3H, s) , 2. 7 0-2. 85 <2H, m) , 2. 99 (1H, sept, J-6. 9H 
2) , 3. 6 3 -3. 9 3 (2H. m) , 4. 16-4. 28 (2H. m) . 6. 24- 6. 3 4 ( 1 H. m) , 6. 89-7. 
4 0 (7H, m) . 

F ABM S m/z ; 50 1 (M*+l) 



[0 0 3 1] 



[its] 




1 4-(4-Cl-Ph) Me H H 2-Me 4-Me 6-M e 7±)V7 7 Z" 
iS™ 3683 ^ 1 "^ C ° m - N °- =^*>m^. Exp. No. =6«ICjB»ft:ftlHW#. Re cry. Sol 



*2 : NMR (CDC10 S (ppm) ; 1. 93 (6H, s) . 2. 33 (3H. s) , 2. 47 (3H. s) , 2. 70-2 
8 3 C2H, m) , 3. 8 7 <2H. t, 1 = 5. 6 Hz) , 4. 14-4. 2 4 (2H. m> , 6. 19-6. 2 6 (1H 
m) , 6. 35 (1H, s) , 6. 65 (1H, d, J=3. 7Hz) . 6. 89 (1H, d. 1=3. 7Hz) 6 9e' 
C1H, s) , 6. 97 (1H. s) , 7. 2 5-7. 44 (4H. m) . 
E IMS m/z ; 44 1 (M*) 
[0 0 3 2] [^6] 



/ \ 1 N=< 

4>M 



R 2 ' W 



FUJBBflfW- I HK=yfV7ntJH-/Jl. 

[0 0 »!]Mfttttt. [3c 7] 



(TC) (Re cry. 



7-01 2 5- (2-Me-Ph) Me H 2-MeS 4-i-Pr H 7tA7rX" 

*1 : (*7tt>ffl*EC^HT) Com. No. =C#»##. Exp. No. Re 

*2:NMR (CDC 1 .) « (ppm) : 1. 29 (6H. d, J =6. 8Hz). 2. 23 (3H, s> , 2. 
m), 2. 36 (3H, s), 2. 41 (3H, s), 2. 94 (1H, sept, J =6. 8Hz) , 3 
m) . 5. 6 3-5. 7 5 (1 H. m) , 7. 0 0- 7. 2 7 (7 H. m) . 
Ion Spray m/z ; 4 8 6 (M*+ 1) 
[0 0 3 4] [Sf8] 




Om. Exp. Ar R' R : X 1 X J X s m. p. CC) (Re cry. Sol. ) 

No. No. 



8-01 1 4- (3-F-Ph) Me Me 2-C 1 4-C I H 1S3. 5-184. 5 (AcOEt) 

8- 0 2 2 5- (2-Me-Ph) Me H 2-C 1 4-C I H 1S9. 0-160. 5 (IPE) 

8- 0 3 2 5- (2-Me-Ph) Me Me 2-C 1 4-C 1 H 1 5 3. 5-1 5 5. 0 (AcOEt) 

8-0 4 2 5- (2-Me-Ph) Me SMe 2-C 1 4-C 1 H 1 5 2. 0-1 5 3. 5 (Hex-E t.O ,! ) 



*1 : (SStBaECoUt) Com. No. =-ft#W##. Exp. No. Ut*J6«#^. F 

Hex^WX I PE=^V^nt£jl,x-xA. 

* 2 : *S#ft»tt. 

[0 0 3 5] [S9] 




Com. Em. Ar - R 1 R a X 1 X 8 X 3 m. p. CC) (Re cry. Sol.) 

No. No. 



9-01 1 4- (3-F-Ph) Me H 2-Me 4-Me 6-Me 1S7. 0-188. 0 (Hex-AcOE t) 

9- 0 2 2 5- (2-Me-Ph) Me H 2-Me 4-Me 6-Me 1 3 9. 0- 1 4 0. 0 (Hex-Ac OE t' ! ) 

*1 : C*9*W*Et^HT) Com. No. =4t&*J#^. Exp. No. -#|«C«V»&Satfl*^. Re cry. Sol. 

[0 0 3«J!]:IMMt*K. [*10] 




Com. Eip. Ar R' R" R s X' X ! X 1 m. p. CC) (Recry. Sol.) 



10-01 3 4- (3-F-Ph) Me H H 2-Me S 4-j-Pr H 1S2, 5-154. 0 (Et.O' 1 ) 
1 0-0 2 3 4- (3-F-Ph) Me Me H 2-Me S 4-i-Pr H 9 8. 0- 9 9, 5 (IPE") 



*1 : <*1 0tfim*I?,e^-C> Com. No. =<t#*##. Exp. No. =-&J(dtt::fl3Ufc#J6flMH|. Recry. Sol. 
[0 0 3^:^F3^^£^frVKo3MD^1^fro 
V^T, CRFg£tt^©^«=fi«fc&fTc>fc 0 

wi&w [ c r f %.mmfc&nm ■. &&tm& t^xy 
v hmm&Kmzm\ 125 1 imv#> Ft lt 125 i 
-cRFtffl^fc. 125 1 ant y # v k ^ffi i > fcfir^s 

Jfc!4, The Journal of Neuroscience, 7,8 8 (1 9 8 7 

[0 0 3 8] ££ftggffiBi®fl8 : 5 y b 1 
OmMMgC l 2 M2mM EDTA^'atf 5 OmMf 

yxmmmm (pht.o «^«xl,4 8, 
o o o x g rit^gfu h y x^g««r- 1 

MLfc. it$&10mMMgCl 2 , 2mM EDT 
A.0.1 % v-jfcfif T/V^ 5 yStf' 100*5^W 



wmm ( P H7.o) ts«L, ngfitLft. 
c r Y^mwm^mm ■. mm& ( o . 3 m g 9 >^ st 

/ml) , 125 1 - CRF (0.2 nM) ,ftl>'»3l£r, 

2 5 o c-e2Btrfgsts;^*/t 0 rjs»t«, o.3%^y 

ifl/y^yt«iLW7X7^;^- (GF/ 
C) d^litJIU #7^7-f/^0.0 1%Tr 

i t o n x - 1 0 0 s^t? y ^B6Kw^^a^fi*-e 3 

-t-TPJ^Lfco l^MCRFSftK'fiMfiofc 
«*<Oifc£-*«\ 125 I -CRF©##||Sf1=f-i U HIS 

(0.2nM) © 125 I-CRFtM«ifc»l^ 



-10- 



ttH^P> 125 I -CRFS-a-Sr5 0%»f3»a£© 
(IC so ) £*&fc 0 ft»fc£*£L 
Ti41 -1 0Sr^ff5^t^t?t, ^»IC 50 ffit4 2 
0.19 nM-C&ofc 0 
[0 0 3 9] 



(51) Int. CI. 7 fflfcBlJia-^- 
A 6 1 K 31/505 AAK 
AAM 
ABA 
ABE 
ABN 
ABU 
AC J 
ADR 
AED 

31/52 

C 0 7 D 401/04 2 3 9 

405/14 2 11 

409/14 2 1 1 

471/04 1 0 4 

1 1 1 

473/00 
475/00 

495/04 10 5 

02) mm *>k% m\ 

*Mti5^ftEfg;ffl3-24- 1 ttmmm 

*sciP*ftKiiiffl 3 -24- 1 ±mmmm 
(72) mm m-H -w 

JKM»^ftE«B3-24-l *ESaS* 



TWSWt-*!, ^-^yyyS, 

a^, PS*, Hi. n»K % SKitfMB, ^ 



F I (##) 

A 6 1 K 31/505 AAK 
AAM 
ABA 
ABE 
ABN 
ABU 
AC J 
ADR 
AED 

31/52 

C 0 7 D 401/04 2 3 9 

405/14 2 11 

409/14 2 11 

471/04 1 0 4 Z 

1 1 1 

473/00 
475/00 

495/04 1 0 5 Z 

F^-A(##) 4C050 AA01 BB04 BB05 BB06 BB08 

CC07 CC08 EE02 EE03 EE04 

EE05 FF01 FF02 FF05 GG04 
HH02 HH03 HH04 

4C063 AA01 AA03 BB01 CC29 CC75 
CC92 DD11 EE01 

4C065 AA03 BB05 CC01 DD03 EE02 

HH01 HH02 JJ07 KK02 KK03 
LL01 PP12 

4C071 AA01 BB01 CC02 CC21 EE12 

FF05 FF10 GG01 GG02 GG04 
HH16 JJ08 

4C086 CB05 CB07 CB08 CB09 GA03 

GA07 GA10 GA12 MA01 NA14 

ZA05 ZA12 ZA16 ZA36 ZA42 

ZA66 ZA70 ZB09 ZB11 ZC08 
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